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No. 


R 6 


No. 


R 6 


1 


H 


11 


X> 


2 


Me 


12 




3 


Et 


13 




4 


i-Pr 


14 


T N-C0 2 Me 


5 


s^OMe 


15 




6 




16 


^CO z Me 


7 




17 


Jnh 


8 




18 




9 




19 




10 




20 





[ 0 0 3 6 ] 



»8] 



(14) 
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8 




(I-B-3) 



No. 


R 6 


No. 


R 6 


1 


H 


11 




2 


Me 


12 




3 


Et 


13 




4 


i-Pr 


14 




5 




15 




6 


■^CF 3 


16 


T N ^ 


7 




17 




8 




18 




9 




19 




10 




20 





[0 0 3 7] 



»9] 



(15) 



mm 2002-20386 




[0 0 3 8] 



[*10] 



(16) 



mm 2002-20386 



mi o 



No. 



1 
2 
3 
4 
5 

6 



8 
9 
10 




i6 



H 

Me 
Et 

i-Pr 

v^OMe 



No. 



11 
12 
13 
14 
15 

16 

17 

18 
19 
20 



[ 0 0 3 9 ] 

[ i ] «^ ( t ) -c***T.5*asw^^«b«»5 *>, r 

A) 
[ft 1 0] 



(I-B-5) 



V> {^N-C0 2 Me 



X0 2 Mg 



NH 



O 
NH 



.V. 



HN 




(IA) 



[0040] -$5£ (i a) -e^^ti^ft-S-tiii, -ik u 
s (II) 
lit 1 1 ] 



(17) 
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° X 4 



Pi) 




13 J; 0 R 5 " 1 lc X o TS tJ £ ix -5 * I- r% £ ti .5 *SL* , 

iima\lt\siZs.^mioi-,:. ) x^£tiZikf>¥Mt, - 
(Ill) 

[0 0 4 1 ] 
lit! 2] 



(III) 

H 2 N" "R" 1 

(^f, -r-«-c©8ii^«flfrai t r eg**-**?-*-, ) -e 

©JttWSKJ&Kftf- ~ t (- J: 5 »5irt-5 r t #-0£ 5„ 
[0 0 4 2] -JRS; (II) ^£ft5toft*£HK:5*; 
(mi) -e*^^5ft-^t/»R[Si*ii*n-efe9 , 01 & 

^;H3f->K, IMiktJ-yy, i/-.^rv 

driJ-^-) r f 1 > ±fc& (MIx^T^y, tfyyy3f-) 

[0 0 4 3] fttSSEwjttftiaSJtfttKTrojSfflslciot 
fj'-5 r i^T^5 r , */w#>v-/yffi, TkB^ffi, rum 

#5 9, ix.lf, (l) T/iiiDtt^f, (2) gttt* 

mw&, (4) y y /v&vjmmm&^&mfhfrs,, 
[0044] ^tiboiMm^Mimi^mmi-z t , 

( 1 ) T/vfj y Mykimi' X 5M«»fctJi;(i, fyjxJ7t\ 

y-s-) rf 1 , r ^ ]) ^mn^mtm {^.mt-t v y ^ 
a, /kstft^y Tkstfty y^-^) , rvy* y-h 

0-4 0°C©£S-i:'ff4^J^5„ 
[0 0 4 5] ( 2 ) itl^TT-roMKIf Rl&lX Mx. 

y7*t3im T^yx/^vsi'T?) , 



mmm : i\ o ~ i o otoa&Tft^fts, 

[0 0 4 6] (3) ;jOAS^#i^ <fc 

X.tf, f)V% (f h7t Kb77^ 

fy, v 1 ^ N^y^y, ymy/ya:— yyy^) , T/V 

y<y-tfy, h/vxyf) , 7^1 (Ti?]-y, yy- 
/Vai^-yyTr y#) s =-VV (Ti? h~hV fV 
m) , T? (^^fM?^7? F30 , *, Sift 

^fVK rMt£ /tf«tl 73 2 «±WiS^ffi^-) rfi, 

ttS (/^7^7A-JMv ^7-/^w Tk^-fb^^^v 5 
■7 A, ftftU-^, -7t---7 7/Hf) OfffcT, SfhS 

h\ o~20o J cff)iUMX'h-^ion<b„ 
[0 0 4 7] (4) y y /k*co|if*!l5cJSii, 
TKir ifefiJ L 9 (fl>7t Knr/yy Tir 1- 

^HI/H) ^, r h77 ? f/V7y*='>A7;l't7^ 

K^HL'^c, o-4 o : C(/jfi/i:-eff^^tiS„ 
[0 0 4 8] tfc, tj;u^> y;Hfflffi|Si L'Cli, 
^^/yffi, t-7/=f-/yffi, -^y-y/yffi 

y^ 2 -rh7t kp t"^-/^, t --f^-jv 
yV^/yyy/vS, t-T'f/vyyx^y!)/^ r 

-tr^/yS, ^yi?;HWff)iv5, 7?7SfflriS 
t Ltft iJiJ x y y'^y^-^y 7; 7yj}f—;yffi, t-^ 
h-jf y7V/y/K--/y£, Mj7/vtP7t 7 f/vS, 9-y 

>\"%oM®&t Ltfi, M^i^y^/yK, ^ h^y< 
yyvys, ^ ]-^y^=f/yS, 2-7h7tKpf7- 

77 ;u jjf dp y /KPiffi, 757Et fcfi^^ -/y&» 

W. Greene, Protective Groups in Organic Synthesis, 
Wiley, New York, 1991 i'fftlft ^ tit' i> W^fflV ^ b^l 

[0 0 4 9] [ 2 ] -Uit ( I ) Tvy ^ tlZitfrWlO 5 
R : VjSc l -8 7"^= J f/L'3SSr35fc-f-f L :^-#j 1 -f^efc 
*>, -J^S (IB) 
[ftl3] 




(IB) 



(18) 



mm 2002-20386 



tmrojme. x o -c »jgi -art a? -e § 3 c 

[0 0 5 0] — fcS; (I B) T^£ft3ffcfH^ flffli! 

ro-jIM (ii) 'C*^ti5ft^t)^-jS^ (in) -e* 
$ ft 5 fls£«j £ sii; £ *t ft ib ft -5 WL'sm t , -itts: 

(IV) 
[ft 1 4] 

X R 3 " 1 (IV) 

fis-&* $ $ ?> i - &g k& zxmm«mwm 

[0051] (ii) X'^istiZ>fc&m%-%k3Z 
(III) t?,j<*Ji3 {frfr* £ bti& £ ft. 5 ffcrfMfc 
— ^ (iv) T^£ftS-ft;-S-#i£ roHJSi*^T 




WfcXfV.stPK E t /yK£*ft U ^©flftwfii-^- 

[0 0 5 4] S^XSSrf, -fe L S (V) t^^hSft 
[0 0 5 5] 

-JRA (I) Tf^*n5*559lft-fr«9^P 
D E 4 fflj/Sffitt^-f 3 r i i±, «T«$Hir J;o-CiE 



fc5o wx.i£. ^mmmmmm (^^/m^at? 

saw- h y v-a, h y ? 7f<»ft* y 

gfftsi^) (DUff.T, o~mmui£X'K),i;<£&z> 

[0 0 5 2 ] llim^ft E-Cffl^?.-^ (TT) , (TT 

i) isjyo* (iv) x^^tiZik-frm-is ^n»7jfct 

m-S-frefcSo Mxtf, -^s (ii) -e^£ft3fk;£* 
ttk"*i;x^5t i -e^-t^tfcici; <o sun- 5 r t as-et 

[ 0 0 5 3] 
[ftl5] 



POX 3 



HOOC 




(VIII) 



•fyt^P (in vitro) EfSTyir-f 

U9 3 7fflJia (t Mp-«43 5t5) & I 0%<7 
vfl&^mffltratrRPM 116 4 Oim^XimLT^ 
U 9 3 7 IfflJJS'arlHiKU 2 0 inM n 'J (T r i s 

-HC1) [pH8. 0, PMSF (ImM) , ri ^ ^.y=f- 
V (leupeptin) (1/ig/ml) , yA (p 

epstatin A) (m g/ml) ] H'**'/t^X'L 
tc 0 (15, 000 r pmtl 0#ffl) ft, X?#£|h] 

1Kb, 0. 46 /i mff)7^;^---!?5ILfc 5 f-V^/P^rM 
onoQ (7r/Wv-rfr.^ ^ty«I*7^) 
7J JAtfe N a C 1 © 0 — 0. XMcDMfe^lXl&W 
Lfc 0 1 0 n MP y ^7 M, (rol i pram : PDR4 MUM 
W^ffi) P D E fStt« Jfi ffe L fcpfi> Sr 0HX L , P 

D E 4 pn.^ffit4-:^9J£-r5/t56©@¥JS^ t LTftl L 

[0 0 5 6 ] i5?^?Srt?J|l]/Eii, W K © 77 J" Jfe o 7't c 



EtO 2 C N ^.C0 2 Et , R 

ri, 



L 



N 
H 

(VI) 



R s - 1 



(19) 
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8 0 n 1 »«?SMt« (0. lm g/k g <?t/\kiMTfr7° 
5 >-a=ffy ^V77- (pTT7.4) ,10// 1 607fc 

^it^Wm. (i o%dmso) isjron o m l <#h 

-cAMP (20, 000 cp m, 10/iM) [M g S O 
4 (10 0 mM) £ JrtF^ j>jkf#T/l'7*5 V (lmg/ 
m 1 ) £r<i tfvf ^ ^j/— /V/'n vy-f — (10 0 mM, p 
H7.5) ] £MfrU ?fit3 0^y^-H 
fc c 2. 5^|ffl«^ VJ^IWI Ik Si" 
(2, 000 r pmtl 4>Pfl) If, 1 0 fi 1 CO-^fcf^ (snake 
venom) (lmg /m 1 , \/i?-?$M, (Spb# "'V 7 0 
oo) ^riJB^, Sfi-ea O^fnlV >3ca.s<-- k Lfz 0 _h 
ffi5 0 // 1 ZTsm-XyJ* (10 0// 1 ) 8 
0 M 1 «0.005NiM£Ti$ffiU ?§mfff»^WffinSriffl 
/ELfc, ) 

[0 0 5 7] ^yHflS^-fc© P D E 4 HlSffitt^KAT 
PDE4f£'ffiPlft : * (%) = (l-*«K^#/#ttT 

o 

[0 0 5 8] 1 C50{(f2 P D E 4 5 0 %Pfi#-^5 

%w&sk*& 1 1 

[0 0 5 9] 

ma] 



mi 1 






i 


0 004 


1 (3 6) 


0.003 


1 (3 8) 


0.010 



[0 0 6 0] 

[»[4] (I) Tv^^ti5*5SR^ft^#)®#t4{4 

^.xfo&k^±bfo'6 0 

[0 0 6 1] 

mn,w,^isjij] ^mmit^mx PDE4is/s?stt 

Aim, -r^, nwm , nmm&m&. twv^h*^ 

!)a?-?f, gjmm<m. rnwmm . 

[0062] 7fv^5H-eHJ^s -fet ( t ) -c^&ns-ft: 



00m g coiiffl-C, l B l lH|/i^®:NftPJS4-^Ji5)5\ 

S/cf^A^Afefc'A llOIMo^, lmgHlOO 
m g ©f5H-C\ 11110/^ (b&|El*« U fe L 5 L < 

tt, sw^rtS-SO *fctti b lom^b 2 4 

Hfffl i^f?^-^- £ ft 5 „ S Aflfffd L 

[oo63] ( i ) ~e^£ft5ft^#)£K^-<s 
t^e conn »*Mf7Sc#j *3 <£ mm pfi#ffl /t * © , ^t- 

^•££ft5, fjy^/^miat, K^T'-fe/v^i'C/y 
7hA ^"-t/i^ft £ft 5„ n co J; -3 ^IftlMiW^oV ^ 

rt^^r y vsi-r^^^A^j: 5 %mmM> wmxr 

y =3 >Pv" ^ a ® J; -) 7 ^ k © <t 

5 >&**Mflib/fiJ & ft W L 'C ^ -C J to J: te/PJ * fi^/fij 

n— t Kn ^i/7°n tVv^ f/Vt/Vn- 7. 7^ y— 
k ft if W 5 ^«J]g^ttt)H7j 7 ^ -eSffi L 

X\^X%-> <tV^L, Sfc2Jii, l:COS"CKSE-CV^-C^ <t 

[0 0 6 4 ] i^PK^c7^/cift»itf«fl.jt#j}i, ^JW^ 

(f*'IX-«\ Wffi*, rc^y^/v) irftfl^ti 
^©ipftffiW^J, -frP^iJ, S^iJ, P^Jftffl^ 

-5c ^©*l*«tt^}^*^SIW^J-iai«B?*3li-f k 

FJxjiffift^ k y ^a, ^^>-et4- k y ^A&sv^-i^ 

SJCDSit*7£i4, M^i^a^i'^, 868, 691^-33 it? 
[0 0 6 5] *^W^^i5#ftPS4-7jfcfe(/J.-i*|t^lJi: 



(20) 
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mu %mi*ia-frfZc A^ormmM, mmmtvx 

mmmtLX}^ Mx.a/ntvy 
^yn-/K ^ y m^- 1/ v ^ y a -/k >t y - ?*Jifi J; 

»ubsik fimt SfjEftffl 

y -7 y r«ff?7 >\>? a-r SfiM©iBfr Sfc 
J: o T*§#ift £*v£„ - ■ ib (4* >t*iScoiaf$ 
#lhl&fcfcj!ii§ U M^«^K«B n B«fiffltfi(', Maft 

& 9- <D -ft » © 4fe»J £ J; OlS S 1- © » ©^ y y - 

[0 0 6 6] 

fe©T-«*V\ ^i3vF^77^fH:j;3M, TLC 
[0 0 6 7] 1 

2- ( ( (1, 3-y^f;vt°7y*^-5--f/P) T 
[fb i 6] 




[0 0 6 8] m hdf v-y ^l/V-v'P Vp$ • v?rnf-/i.rii^. 

7VI-- (38. 9 g) fciu<5-r-;y-i, a-^y-fvi-tf 

7 /I' (20. 0 g ) (J)M^mtf^U. 1 2 0 3 Cfl NfR3Jt 

tfLfc 0 jxjs?s^ti£^&*-e/f?3!£, --^-y-^ (2 0 

OmL) fcJn*.^ 4£Cfdfef,£6iS^, KlL, Tt£ 
fettfiS&^SfiSflMfrfr* (43.56g) &#7t 0 
TLC : R f 0. 59 (2 n p rJ^/VA : /> / — /!✓= 1 
0:1); 

NMR (CDC13) : S 11.00 (bd, J = 12. 3 Hz, 1H), 
8.14 (d, J = 12.3 Hz, 1H), 5.86 (s, 1H) , 4.32 (q, J 



= 7.2 Hz, 2H), 4.24 (q, J =7.2 Hz, 2H) , 3.74 (s, 
3TI), 2.23 (s, 311), 1.38 (l, .1 = 7.2 11/., 311), 1.32 
(I, J = 7. 2 Hz, 3H)„ 
[0 0 6 9] 2 

1, 3-v ! ^f/l'-4-^Pnf5yV [5, 4-b] 
fc c y i/y-5-fJ JVT^>^: ■ xf/n^f/v 
[ft 1 7 ] 




[0 0 7 0] 1 L fcft 13 V #J (43. 56 g ) j3 j; 

tM-^-frft: 15 Ay ( 1 4 4 m L) »Mfr#3£ 5 fftP^ilS 

x.,t^, ttf^^«L/c„ fM^&im-^/v (i 

SlSSft^fe (28.47 g) «r#fc 0 

T L C : R f 0. 85 ( y n n "J^/ViN : / ? / —;V= 1 

0:1); 

NMR (CDC 13) : 6 8.95 (s, 1H), 4.45 (q, J= 7. 
2 Hz, 2H), 4.07 (s, 3H) , 2.76 (s, 3H) , 1.43 (t, J 
= 7.2 II/,, 311) 3 

[0071] 3 

1, 3-^/<f/l'-4-^PPt7> / ia [5, 4-b] 
[ft 1 8 ] 




[0 0 7 2] #-^'M 2 T-Mit L/cftl^ft (28. 47 g ) CO 
i>~/ Ryi/'y (2 2 5 ml.) 8 5 %ABtft 

^y^^ (59.15k) fc&H&fc^ 7K (18 OmL) $r 

4N-JS^ (2 25ml) T"^nL'/t„ it^p^/j 

(25.25 g ) Sr#7c 0 

TLC : R f 0. 10 (^ P n /Jn/V^ : ^ ^ / — /V= 1 
0:1); 

NMR (DMSO-cB) : 8 8.90 (s, 1H) , 3.99 (s, 3H) , 
3.34 (b.s, 111), 2.67 (s, 31 1) „ 
[0 0 7 3] 4 

1, 3-> ? y t f/V-4-ypiPt: : 7y > r! [5, 4-b] 
L" y v 5 ^- 5 /V/J?df f - 5 K 
[ft 1 9 ] 



(21) 
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CI 



CH 3 



CH 3 

[0 0 7 4] ##M 3 -e^at Lfcfk-g-ife (1 5. 79 g ) }3 
i.Tfmk^?r~^ (25. 5m L) WiK^^r 1 BJPhIMsS 

(l 4 0ml.) /ICffrT, ff7t Fo77> 

( 2 3 8 m L) & <£ 0 2 8 %7Xgg{t;T V 

( 9 5 m L) co rMfri§S K U 3 0 ^fflJt # L fc„ 

1-5«Hfls£* (I4.69 g ) £#fc„ 

T L C : R f 0.45 (^cp ft/VJ* : / 5> J —JV= 1 

0 : 1 ) ; 

NMR (DMSO-cfi) : 6 8.5-1 (s, 1H), 8.03 (bs, 1 
H) , 7.79 (bs, 1H), 3. 99 (s, 3H) , 2.66 (s, 3H) a 

[0 0 7 5] 'MMM l 

1, 3-v ? p<^/U-4- (3-^ b4f->7x^7^ 
7) t"7/*P [5, 4-b] t°U>'^-5-*/V/n>1i- 
5 K 

lit 2 0] 



✓CH 3 




CH 3 



n 3 

[0 0 7 6] 4 -Cjeafi L tft ( 7 0 2 m g ) 

tSXTJ'S-/ V^i/T-Vls (1.15g) ©v?^-^V 

(1 OmT.) 6 P^ffll^, MFb^StLfc, #P> 

flttmt^mt^^ ( 7 0 m L) £ £ tfx I- 7 t K P 
777 (3 OmL) CD^^S^^U ?K*3 <fc t^&fP 

tt^^1-5*IS0flftfYft (7 7 4mg) £#fc„ 
'PLC : R f 0. 32 (ynn #/Vis : / -9 J - = 1 
0:1); 

NMR (DMSO-cfi) : S 10.97 (s, 1H) , 8.74 (s, 1 
II), 8.21 (bs, 111), 7. 56 (bs, 111), 7.26-7.17 (m, 1 
H), 6.75-6.60 (m, 3H) , 3.89 (s, 3H) , 3.71 (s, 3H), 
1.69 (s, 3H) 0 

[0 0 7 7] 'MMm 1 ( 1 ) ~4^*W 1 (69) 

f*^4*»i| i i R«»«fm^#-|-- £ I- J; "J , 

[0 0 7 8] 3afef47i| i ( i ) 



1, 3-^7:^-4- {2-J- h4fy"7i-/V75 
/) t'^y'n [5, 4-b] tf!J^V-5-*/UJK^f- 
? K 

[ft2 1 ] 

H>0 '°X) 

o hn"^ h 

CH 3 

[0 0 7 9] T1C:RI 0.32 (7pp tfvl^ : / 9 
J—iV= 10: 1 ) ; 

NMR (DMSO-cfi) : 6 10.70 (s, 111), 8.71 (s, 1 
H), 8.18 (bs, 1H), 7. 49 (bs, 1H) , 7.16-7.08 (m, 2 
H) , 6. 95 (d, J = 7. 5 Hz, 1H) , 6. 88-6. 79 (m, 1H) , 
3.87 (s, 3H), 3.86 (s, 3H) , 1.59 (s, 3H)„ 

[0080] mrnm i ( 2 ) 

1, 3-vV^-/U-4- (4-/ Yuri's ^—^7 5. 
J) t'y:/n [ 5 . 4 - b ] t? U v 5 y- 5 /WJ* ^-^ 



[ft2 2] 



O HN 



CH, 



"CH, 



H,N 




N 



CH, 



[0 0 8 1 ] TLC : RI 0. 32 (4/ p p : > 4? 

/V= 10: 1 ) ; 
NMR (DMSO-cfi) : 6 11.11 (s, 1H) , 8.71 (s, 1 
II), 8.16 (bs, 111), 7. 49 (bs, 111), 7.08 (d, J = 6. 9 
Hz, 2H), 6.92 (d, J= 6. 9 Hz, 2H) , 3.85 (s, 3H) , 3. 
75 (s, 311), 1.54 (s, 311) 3 

[0082] mmm 1 ( 3 ) 

1, 3-v J >^/V-4- (2, 4-vM b^v-y^^/V 
T?/) M°y-/n [5, 4-b] t° U v'y- 5 
^rf - 5 K 
[ft2 3] 



H 3 C 



"CH, 



H,N 




CH 3 

[0 0 8,3] TLC : R f 0. 32 P P afcTVA : y 4? 
7 — />= 10: 1 ) ; 

NMR (DMSO-cB) : 8 10.81 (s, 1H), 8.66 (s, 1 
H), 8.11 (bs, 1H), 7. 42 (bs, 1H) , 6.92 (d, J = 8. 4 
Hz, 1H), 6.69 (d, J = 2. 7 Hz, 1H) , 6.44 (dd, J = 8. 
4, 2. 7 Hz, 1H), 3.84 (s, 3H) , 3.81 (s, 3H) , 3.76 



(22) 
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(s, 3H), 1. 53 (s, 3H)„ 
[0 0 8 4] mifoffl 1 ( 4 ) 

1, 3 —^^^^-4- (2, I>drv-7^— /V 

757) t'7/o [5, 4-b] t°iJv?y-5-*/V^ 

lit 2 4] 




[0 0 8 5] TLC:Rf 0. 32 (^ P P**A : 7 ? 
/■ —jV= 10: 1 ) : 

NV1R (DMSO-cB) : 6 11.03 (s, 111), 8.75 (s, 1 
H) , 8.29 (bs, 1H), 7.61(bs, 1H) , 7.01 (d, J = 9. 0 
Hz, 1H), 6.72 (dd, J = 9.0, 3.0 Hz, 1H) , 6.59(d, J 

= 3.0 Hz, 111), 3.91 (s, 311), 3.78 (a, 311), 3.59 
(s, 3H), 1.66 (s, 3H)„ 

[0 0 8 6] X-J'fflM 1 ( 5 ) 

1, 3-v^=fvV-4- (3, 4-v 5 ^ h^i^i — ;V 

r?y) tf7/o [5, 4-b] try v^-s-j&zvjtf 
[ft 2 5 ] 



CH 3 




[0 0 8 7] TLC:Rf 0.32 (^nn*/VA: 
J —;V= 10: 1 ) : 

NMR (DMSO-cfi) : 6 1 1 . 1 2 (s, 1 1I) , 8.70 (s, 1 
H), 8.17 (bs, 1H), 7. 49 (bs, 1H) , 6.88 (d, J = 8. 4 
Hz, 1H), 6.85 (d, J = 2. 4 Hz, 1H) , 6.61 (dd, J = 8. 
4, 2.4 11/,, 111), 3.86 (s, 311), 3.73 (s, 311), 3.69 
(s, 3H), 1. 59 (s, 3H)„ 
[0 0 8 8] %m3\ 1 ( 6 ) 

1, '£-i?*^;V-4- (3, 5-^^Jfy7i-* 
757) fy^/n [5, 4-b] E'!J^y-5-*/l/S 

lit'2 6] 




[008 9] TLC:RI 0. 32 (7 p p : 7< ^ 

y w_ y > = 10 ; 1 ) ; 

NMR (DMSO-cB) : 8 10.90 (s, 1H) , 8.73 (s, 1 
II), 8.20 (bs, III), 7. 55 (bs, III), 6.26 (s, III), 6.2 
5 (s, 2H), 3.89 (s, 3H) , 3.67 (s, 6H) , 1.79 (s, 3 
H) a 

[ 0 0 9 0 ] mm\ 1 ( 7 ) 

1, 3-v J >^/V-4- (2, 3-'^ ^->7isfl/ 

r?y) t'-y/p [5, 4-b] t°y v?y-5-*/v^ 

[ft2 7] 




[0 0 9 1 ] TLC : RI 0. 32 (7 p p -fc^J* : > ? 
/>= 10: 1 ) ; 
NMR (DMSO-do) : 6 11.17 (bs, 1H) , 8.78 (s, 1 
II), 8.32 (bs, 111), 7. 65 (bs, 111), 6.96 (t, J = 8. 1 
Hz, 1H), 6.86 (dd, J = 8. 1, 1.5 Hz, 1H) , 6.64 (dd, 

J = 8.1, 1.5 Hz, 111), 3.92 (s, 311), 3.84 (s, 311), 

3. 75 (s, 311), 1. 71 (s. 310 c 

[0092] %mm 1 ( 8 ) 

1- (2, 4, 6-H)7PP7i-*) -3->7n 
-/u\£>V-4- (3-7 Y^y7*.->vy % /) 
P [5, 4-b] t°3yy-5-7)/^f ; K 
[ft 2 8] 




(23) 



mm 2002-20386 



[0 0 9 3] T L C : K f 0. 33 (Sg£^=f-/v : -^-f" 
>=\ ■ I ) ; 

NMR (DMSO-cB) : 5 10.9-1 (s, 1H) , 8.67 (s, 1 
H) , 8.25 (bs, 1H), 7. 97 (s, 2H) , 7.65 (bs, 1H), 7.2 
5 (t, J = 7. 8 Hz, 1H), 6.76-6.64 (m, 3H) , 3.69 (s, 

3H), 1.35-1.20 (m, 1H) , 0.72-0.63 (m, 2H), 0.52- 
0.43 (m, 2H),, 

[0 0 9 4] 'MMM 1 ( 9 ) 

1-^f;l/-3->'^B-/ot>-4- (3-^ h^-> 
7x-/VT;7) eyy'v [5, 4-b] t"U^^-5 

[ft 2 9] 




[0 0 9 5] TLC : Rf 0. 33 (gj^-n^/i/) ; 
NMR (DMSO-cfi) : 6 11.00 (s, 110, 8.71 (s, 1 
H), 8.22 (bs, 1H), 7. 57 (bs, 1H), 7.19 (t, J = 7. 8 
Hz, 1H), 6.69-6.60 (m, 3H), 3.87 (s, 3H) , 3.68 (s, 
3H), 1.26-1.14 (m, 1H), 0.70-0.60 (m, 2H), 0.44- 
0.34 (m, 2H) C 
[0 0 9 6] 'MMM 1 (10) 

(f^7sy-2-/f/l/) -4- (3 
h^fi/7i5/Vr5/) t°7/P [5, 4-b] t? 

[ft 3 0 ] 




[0 0 9 7] TLC : R f 0. 36 (gtft-^^/V) : 
NMR (DMSO-tB) : 6 11.12 (1H), 8.84 (s, 1H) , 
8.29 (bs, 1H), 7.66 (bs, 1H), 7.25 (dd, J = 5. 1, 
0.9 Hz, 1H), 6.92 (dd, J = 3.6, 0.9 Hz, 1H), 6.81 
(l, J = 7. 5 Hz, 1H), 6.66 (dd, J = 5. 1, 3.6 Hz, 1 
H), 6.37-6.24 (m, 3H) , 4.04 (s, 3H) , 3.55 (s, 3 

[0098] mmn \ d o 

l-7^A-3- (4~if v n 7j=;V) -4- (3- 

^ hif->7 3 :^7;/) t'yy'n [5, 4-b] If ]} 

vV- 5 -77/1^^5; F 



[ft 3 1] 




[0 0 9 9] TLC:RI 0. 35 ftfti^fvl') ; 
NMR (DMS0-d3) : 6 11.22 (s, 1H), 8.85 (s, 1 
H), 8.30 (bs, 1H), 7. 65 (bs, 1H) , 7.26 (d, J =8.4 
Hz, 2H), 7.10 (d, J = 8. 4 Hz, 2H) , 6. 80-6. 70 (m, 1 
H), 6.28-6.20 (m, 3H), 4.04 (s, 3H) , 3.54 (s, 3 
H) a 

[0100] HJeM 1 (12) 
1 -7jl~;V-3-*7-;V-4- (3-> b*i/y^~ 
fVTxJ) tv/p [5, 4-b] t'U'7y-5-*;V 

[ft3 2] 




[0101] TLC:RI 0. 43 (if u n frjVJ^, : * if 
/— ;U= 9:1): 

NMR (CDC 13) : 6 10.56 (s, 111), 8.60 (s, III), 
8. 12-8. 09 (m, 2H) , 7. 53-7. 48 (m, 2H) , 7. 26-7. 18 
(in, 2H) , 6. 78-6. 69 (m, 3H) , 5. 90-5. 70 (brs, 2H) , 
3. 77 (s, 3H), 1. 77 (s, 3H) n 
[0102] ■Mmm 1 (13) 

t-rff-jv-A- (3-/ h^Wi 

~7vt x / ) t : -7 y'n [ 5 , 4 - b ] try 5 -a 
[ft 3 3] 




[0103] TLC:RI 0. 30 (^rn^vV) ; 



(24) 



mm 2002-20386 



NMR (DMSO-cB) : 6 8.62 (s, 1H), 8.14 (s, 1H), 
7.73 (bs, III), 7.39 (b.s, III), 7.03 (t, J = 8. 4 II 

z, 1H) , 6. 13-6. 35 (m, 1H) , 6. 27-6. 20 (m, 2H) , 3. 99 

(s, 3H), 3.64 (s, 3H), 1.33 (s, 9H) „ 
[0104] 'M)&m 1 (14) 

l-7j:=/V-3-y^P7 : P!t c /V-4- (3-^ b^r 

•>7 ! = *7 '5 J) t°7~/n [5, 4-b] t°!)v?y- 

[ft 3 4 ] 




[0105] TLC:Rf 0. 44 (^PP*/VA : 
/ - -/!✓ = 9:1); 

NMR (CDC13) : 5 10.50 (s, 1H), 8.61 (s, 1H), 
8.12 (t, J = 7.5 Hz, 2H), 7.49 (t, J = 8. 1 Hz, 2 
II), 7.31-7.17 (m, 2II), 6.78-6.62 (m, 3II), 6.00-5.6 
0 (brs, 2H), 1.37- 1.25 (m, 1H), 0.90-0.81 (m, 2 
H), 0. 53-0. 48 (m, 2H) C 
[0 1 0 6] HJ&M 1 (15) 

l-^^W3-7;t^/U-4- (3-^ |-^->7:^ — 

[5, 4-b] t°U v?>--5-*/V 

[ft 3 5] 




CH 3 



[0 I 0 7] TLC : Rf 0. 46 P P ?Jc/W>> : ^ # 
— tU= 9:1); 
NMR (CDC13) : 6 10.47 (s, 1H) , 8.64 (s, 1H), 
7.35-7.31 (m, 2H), 7.11-7.06 (m, 3H) , 6.75 (t, J = 

8.1Hz, 1H), 6.37- 6.32 (m, 1H) , 6. 26-6. 19 (m, 2 
H) , 5. 90-5. 75 (brs, 2H) , 4. 14 (s, 3H) , 3. 59 (s, 3 
ti), 

[0108] mmn \ d e) 

1 , 3 -v^ ffls- 4- (3-MJ7i3tn^ ]- ic-yy 
^^/VTXJ) \fy:/n [5, 4-b] t"!Jy7-5- 



[ft3 6] 



F 




bH 3 



[0109] TLC:RI 0. 30 (f^^/U) ; 
NMR (DMSO-cB) : 6 10.97 (s, 1H), 8.78 (s, 1 
II), 8.26 (bs, 111), 7. 62 (bs, III), 7.48-7.37 (m, 1 
H), 7.16-7.05 (m, 3H) , 3.92 (s, 3H) , 1.71 (s, 3 
H) s 

[oi io] 'Mf&m i (17) 

1, 3 7^/1^-4- (3-b !J 7 3tB^f/tft 
7xr-/V7?7) f7/p [5, 4-b] Ifyv^-S 

[ft 3 7] 



F 




[ 0 1 1 1 ] T L C : R 1 0. 30 (^^m^yv) : 
NMR (DMSO-cB) : 6 11.04 (s, 1H), 8.79 (s, 1 
II), 8.29 (bs, 111), 7. 63 (bs, 111), 7.54-7.32 (m, 4 
H), 3.92 (s, 3H), 1.66 (s, 3H)„ 

[0112] m&m 1 (18) 
1, 3-^^f/l'-4- (3-x|«5f->'7i=/P7? 
,/) t"7/p [5, 4-b] tfU 
5 K 

[ft 3 8] 




CH 3 



[01 1 3] TLC ; Rf 0.36 (^pp : t< ? 

J —;U= 9:1): 

NMR (CDC 13) : 5 10.58 (s, 111), 8.52 (s, 111), 
7.21-7.15 (m, III), 6.72-6.65 (m, 311), 5.85-5.60 (b 



(25) 



mm 2002-20386 



rs, 2H), 3.99 (s, 3H), 3.97 (q, J = 6. 9 Hz, 2H), 1. 
77 (s, 311), 1. 37 (l, J = 6. 9 II/., 311) c 
[0114] 1 (19) 

1, S-^^f/V-l- (3-l'y/Pt>t^->7i 
~;VT%y) [5, 4-b] 

[ft3 9] 




CH 3 



[0115] T L C : R f 0. 41 (?pp*/VA:^ 
./ - -/V= 9:1); 

NMR (CDC13) : 6 10.58 (s, 1H), 8.52 (s, 1H), 
7.20-7.13 (m, 1H), 6.72-6.65 (m, 3H), 5.85-5.60 (b 
rs, 211), 4.48 (sept, J = 6.0 llz, 111), 3.99 (s, 3 
H), 1.77 (s, 3H), 1.29 (d, J = 6. 0 Hz, 6H) a 
[0116] X-JftM 1 (20) 
1, =f-;V-A- (3-7i-^7i-/V7 5 

y) t'7/p [5, 4-b] H :, y^y-5--/;rfJft 
5 K 

[ft 4 0] 




CH 3 



[0117] T L C : R f 0. 32 P P : t< # 

./ - -/V= 9:1); 

NMR (DMSO-iB) : 6 11.10 (s, 1H) , 8.75 (s, 1 
H), 8.30-8.10 (brs, 1H) , 7. 60-7. 57 (m, 3H) , 7.45-7. 
34 (m, 611), 7.13-7.04 (m, III), 3.88 (s, 311), 1.66 

(s, 3H) 0 

[0118] mmm 1 (21) 

1, =f-/v-4- (s-^y^/vt^fy^i-zv 

rjy) t°y/p [5, 4-b] i^i/y-s-^v/S 

[ft 4 1] 




CH 3 



[ 0 1 1 9 ] T L C : R 1 0.28 ( ; /op : / 9 

J—)V= 9:1); 

NMR (DMSO-cB) : 6 10.94 (s, 1H) , 8.72 (s, 1 
II), 8.23-8.10 (brs, 1 II) , 7. 60-7. 50 (brs, III), 7.40- 
7.29 (m, 5H), 7.19 (t, J = 8. 7 Hz, 1H) , 6.78-6.75 
(m, 2H), 6.64 (d, J =8.7 Hz, 1H) , 5.06 (s, 2H) , 
3.87 (s, 311), 1.64(s, 311) c 
[0120] 1 (22) 

1, 3-y/f/V-4- (3-^hP7x^T? 7) 

t7/a [5, 4-b] t-y i?y-5-~Msutf3c-y-<: k 

[ft 4 2] 




[0 12 1] TT.C:Rf 0. 28 (? P P : ^ ^ 

9:1): 

NMR (DMSO-cB) : 6 10.81 (s, 1H) , 8.77 (s, 1 
II), 8.24 (brs, III), 7.90-7.84 (m, 211), 7.62 (brs, 
1H), 7.58-7.16 (m, 2H) , 3.93 (s, 3H) , 1.80 (s, 3 
H)„ 

[01 22] mm 1 (23) 
i, As- A- ^--./UT 5 

/) t a 7?/p [5, 4-b] t'ljyy-S-A/Kj^t 

5 K 

[ft4 3] 




CH 3 

[01 23] T 1 C : R f 0. 30 (SfPtt-^fvt-) ; 
NMR (DMSO-cB) : 6 11.00 (s, 1H) , 8.77 (s, 1 
II), 8.24 (bs, 111), 7. 70 (d, J =7.5 llz, 111), 7.63 
(s, 1H), 7.59 (bs, 1H), 7.16 (t, J = 7. 5 Hz, 1H), 
7.35 (d, J = 7. 5 Hz, 1H), 3.91 (s, 3H) , 2.54 (s, 3 



(26) 



mm 2002-20386 



H), 1.65 (s, 3H)„ 

[0124] mifow 1 (24; 

1, 3-^^-4- (3- 
7) tf^y'p [5, 4-b] t°Uv 
? K 

[ft4 4] 




O HN 



[0 1 

N VI R 
H) , 8. 
H), 7. 
3H), 1 
[0 1 

1, 3 

y) t" 

5 K 
lit 4 



CH 3 

2 5] TLC : R f 0.30 (ft^n^/P) ; 
(DMSO-cB) : 6 10.94 (s, 111), 8. 75 (s, 1 
22 (bs, 1H), 7.70-7.62 (m, 3H) , 7.59 (bs, 1 
54-7.40 (m, 5H) , 7.36-7.31 (m, 1H), 3.93(s, 
. 76 (s, 3H) C 
2 6 ] gffiW 1 (25) 

5/n [ 5 , 4 - b ] try -y y- 5 /wKaf -y- 



5] 



O HN 




CH 3 

[0127] TLC:Rf 0. 30 (gj=E&ai^/i/> : 
NMR (DMSO-cB) : 5 10.98 (s, 1H), 8.74 (s, 1 
H) , 8.22 (bs, 1H), 7. 56 (bs, 1H) , 7.23 (l, J = 8. 1 
Hz, 1H), 7.01 (s, 1H), 7.00 (d, J = 8. 1 Hz, 1H), 
6.84 (d, J = 8. 1 Hz, 1H), 3.89 (s, 3H) , 2.42 (s, 3 
II) , 1 . 69 (s, 311) o 

[0128] 35JfeM 1 (26) 
1, (3-.tf^7i^75 

y) t'7/0 [5, 4-b] fj-;y-5-*M^f 
5 K 

[ft 4 6] 



O HN 



H 2 N' JJ Y ! V-< | 




CH 3 

'N 

bH 3 



[0129] TLC : Rf 0.22 (^pp : / 9 

y - -}V= 9:1); 

NMR (DMSO-cB) : 8 10. 91 (s, 1H) , 8. 75 (s, 1H) , 
8. 25 (s, 1H), 7. 60(brs, 1H), 7. 10-7. 35 (m, 4H) , 4.17 
(s, 1H), 3. 89 (s, 3H), 1.67(s, 3H)„ 

[0130] 3mm 1 (27) 

1, 3-vy =f-/V-A- (3-t h*P^->^fyV7i = 

;vr?y) t-yyv [5, 4-b] t°y -^v-s-^/v 
[ft 4 7] 



O HN 




CH 3 

[ 0 1 3 1 ] T L C : R f 0.65 (^dp : J 9 

/— As= 9:1); 

NMR (DMSO-cB) : <S 11.05 (s, 1H), 8.73 (s, 1 
H), 8.20 (br, 1H), 7. 54 (br, 1H), 7.26 (dd, J = 8. 

0, 8.0 llz, 111), 7.08-7.03 (m, 211), 6.96 (d, J= 8. 0 
Hz, 1H), 5.16 (i, J = 6. 2 Hz, 1H) , 4.42 (d, J = 

6.2 Hz, 2H), 3. 87 (s, 3H) , 1.61 (s, 3H) n 
[0132] MMM 1 (28) 

1, 3-v'y (3-T±^/^T 5. J 
T?y) t c r/B [5, 4-b] If 'J 

K 

Ut48] 



HN 



^H 3 



O HN 




k N^N' 



CH 3 

[0133] TI.C : R f 0. 20 (y P P : y y 

y — />= 9:1); 

NMR (DMSO-cB) : 6 10.99 (s, 1H), 9.88 (s, 1 
H) , 8.73 (s, 1H), 8.22 (brs, 1H) , 7.57 (brs, 1H), 
7.35-7.32 (m, 2H) , 7.22 (i, J = 8. 1 Hz, 1H) , 6.78 
(d, J = 8. 1 Hz, 1H), 3.87 (s, 3H) , 1.97 (s, 3H) , 
1.66 (s, 3H) r , 

[0134] mmm 1 (29) 

1, 3-y^f/V-4- O-T'f/W^r^^ 
1^*7 5/ ) tf->y'p [5, 4-b] fc c yvV-5- 



(27) 



mm 2002-20386 



[ft 4 9] 



O HN 




CH 3 

[0135] TLC:RI 0. 25 (i'nu : /- ^ 

y— /V= 9:1); 

NMR (DMSO-tfi) : 6 11.14 (s, III) , 8.80 (s, 1 
H) , 8.35 (brs, 1H) , 7. 67 (brs, 1H) , 7.57 (brs, 1H) , 

7.60-7.37 (m, 4H), 3.91 (s, 3H) , 2.63 (q, J= 7. 2 
Hz, 2H), 1.65 (s, 3H), 1.35-1.15 (m, 4H), 0.78 (t, 

.7 = 7.2 Hz, 311) 0 

[0136] 1 (30) 

1, '.i-i/J-^/V-A- ('A--/m]^iyy ii*7 ? 
/) [5, 4-b] t°U v^-S-^/Utffdf-tf- 

5 K 

lit B 0 ] 



O HN 




H2N '\^v N 



CH 3 

R I 0. 36 



[0137] T L C 

NMR (DMS0-d3) : 8 10.96 (s, 1H), 8.74 (s, 1 
H) , 8.20 (bs, 1H), 7. 55 (bs, 1H), 7.19 (t, J =8.4 
II/,, 111), 6.74-6.68 (m, III), 6.67 (s, 1(1), 6.63 (d, 

J = 8.4 Hz, 1H), 3.89 (s, 3H) , 3.87 (t, J = 6. 9 H 
z, 2H), 1.69 (s,3H), 1.68 (scxt, J = 6. 9 Hz, 2H) , 
0. 91 (l, J = 6. 9 II/., 310 c 

[0138] 1 (31) 

1, 3-^/^/^-4- (3-/^n^yf*t=ty7 
i-*7;/) f^B [5, 4-b] 

lit 5 1] 



O HN 



H,N 




CH 3 



N 



N 



-N 



bH 3 

[0139] TLC:Rf 0. 35 (ft^m^/i/) ; 
NMR (DMSO-cB) : 8 10.98 (s, 1H) , 8.74 (s, 1 
II), 8.21 (bs, 111), 7. 56 (bs, 111), 7.19 (t, .] =8.4 
II/, III), 6.70-6.60 (m, 311), 1.80-1.72 (m, III), 3.8 



9 (s, 3H), 1.90-1.46 (m, 8H) , 1.68 (s, 3H) C 

[0140] mmm 1 (32) 

1, 3-vM^A-4- (3—>y n^^y/l't^y? 
x^/V75 7) [5, 4-b] h c Uv?y-5- 

[ftS2] 



O HN 



H,N 




XX.O 



^N 



N 



bH 3 



[ 0 1 4 1 ] T L C : R f 0. 52 (SE^^/V) ; 
NMR (DMSO-cB) : 6 11.05 (br, 1H), 8.74 (s, 1 
II), 8.23 (br, 111), 7.58(br, 111), 7.18 (dd, J =8. 
1, 8.1 Hz, 1H), 6.73-6.61 (m, 3H) , 1. 32-4. 23 (m, 1 
H), 3.88 (s, 3H), 1.90-1.81 (m, 2H) , 1.72-1.59 (m, 

111), 1.66 (s, 311), 1.54-1.43 (m, 111), 1.43-1.13 
(in, 6H)„ 

[0142] X-ftiM 1 (33) 

1, 3-^f/>-4- (3- (2H-3, 4, 5, 6 

-f F7t KDt'7>--4-^/v) t^fy7i-;v7; 
/) M'yy'n [5. 4-b] t u y v?y- 5 
? K 

lit 5 3] 



O HN 



XX-O 



H,N 




CH 3 



N 



-N 



bH 3 



n 3 

[0143] TLC:Rf 0. 40 (SS^fvV) ; 
NMR (DMSO-cB) : 6 11.11 (br, 1H) , 8.75 (s, 1 
II), 8.25 (br, 111), 7. 60 (br, III), 7.23-7.17 (m, 1 
H), 6.78-6.75 (m, 2H) , 6.66 (d, J = 7. 8 Hz, 1H) , 
4.58-4.48 (in, 1H), 3.89 (s, 3H) , 3.84-3.76 (m, 2 
II), 3.47-3.38 (m, 211), 1 .95-1.85 (m, 211), 1.65 
(s, 3H), 1. 58-1. 45 (m, 2H)„ 

[0144] 1 (34) 

1, 4- (3- (^-df y y l/- 3 

iV) Or**/? x.~JVT % /) tfy'/n [5, 4-b] t° 

y i^-5-#/v^>i/-? K 

HtB4] 

H2nJ Wn 



O HN' 



CH 3 

[0145] TLC:RI 0. 32 (ft^m-J-yv) ; 



(28) 



mm 2002-20386 



NMR (CDC13) : 6 10.59 (s, 1H) , 8.53 (s, 1H), 
7.23-7.15 (m, III), 6.77-6.71 (m, III), 6.67-6.61 
(m, 2H), 5.83 (bs, 2H) , 4.90-1.82 (m, 1H) , 3.99 
(s, 3H), 3.98-3.83 (m, 4H) , 2.23-2.04 (m, 2H), 1.7 
7 (s, 3H) n 
[0146] 35JfcM 1 (35) 

1, 3-v^^/V-4- (3- (^f/W**^/VT5 

y) -7 -x.~?vt% J) t'^y'p [5, 4-b] fijv'y 

[ft 5 5] 



O HN 




1 1 I " 3 H 

H2N >W N 



O O 

V 



CH 3 

[ 0 1 4 7 ] T L C : R f 0. 30 (iM.it ^ ^ VI/ : y y 
./ - -/V= 10: 1 ) ; 

NMR (DMSO-cB) : 6 10.96 (s, 1H), 9.72 (s, 1 
H), 8.75 (s, 1H), 8.23 (bs, 1H), 7.59 (bs, 1H), 7. 
27 (t, J =8.1 llz, 111), 7.00-6.92 (m, 211), 6.87-6. 
81 (m, 1H), 3.89 (s, 3H) , 2.94 (s, 3H) , 1.70 (s, 3 

H)„ 

[ 0 1 4 S ] 'MMM 1 (36) 
\-J-=f-)V-?,-^=f-)V-4- (3-y Y^r^y 

r?y) f7/o [5, 4-b] t°y i?>-5-?j/vtf 

[ft 5 6 ] 



^CH 3 




CH, 



[0149] T L C : R f 0. 59 (SSif;V) : 
N VI R (DMSO-cB) : 6 10.87 (s, 111), 8.74 (s, 1 
H), 8.21 (br. s, 1H) , 7.56 (br. s, 1H) , 7.17 (t, J = 
8.1 Hz, 1H), 6.70-6.60 (m, 2H) , 6.58 (m, 1H),3. 90 
(s, 311), 3.68 (s, 311), 1.98 (q, J = 7. 2 llz, 21T), 

0. 93 (t, J = 7. 2Hz, 3H) C 
[0150] mti&M 1 (37) 

1, =?-/V- A- (3-'/t n7"f;Vt^y-7 1 

s/vr^y) fy/P [5, 4-b] ty^-s-* 

[ft 5 7] 



O HN 



H,N 




N 



N 



CH, 



[0 15 1] TI.C : Rf 0. 50 ( f-/Hy : 
)V= 1:20); 

NMR (DMSO-cB) : 6 11.08 (br, 1H) , 8.74 (s, 1 
TT), 8.25 (br, 111), 7. 60 (br, III), 7.19 (dd, .1 = 8. 
0, 8.0 Hz, 1H), 6.68-6.56 (m, 3H) , 1.61 (quintet, 
J = 7. 1 Hz, 1H), 3.88 (s, 3H) , 2.35-2.23 (m, 2H) , 
2.03-1.85 (m, 2H) , 1 .79-1.64 (m, 1H), 1.89 (s, 3 
H), 1.64-1.49 (m, 1H)„ 

[0152] %mm 1 (38) 

1, ■S-isfF/l'-A- (3- ( (3S) 
v-^/w^^k'p !)y'y-3-/f;kt^y) 7i^;i/r 
%J) fr/n [5, 4-b] t°y^^-5-*/V^> 
f - 5 F 

[ftS8] 




-fvv : y * y 



O HN' 

CH 3 

[0153] TLC:Rf 0.55 
—/V= 10: 1 ) : 

NMR (DMSO-cB) : 6 10.93 (br, 1H) , 8.73 (s, 1 
II), 8.19 (br, 111), 7. 55 (br, III), 7.20 (dd, .1 = 8. 
4, 8. 4 Hz, 1H), 6.72-6.63 (m, 3H), 4.99 (m, 1H) , 
3.87 (s, 3H), 3.57 ft 3. 56 (s, 3H) , 3.53-3.27 (m, 4 
II), 2. 18-1. 95 (m, 211) , 1. 68 (s, 311) c 

[0154] %1mm 1 (39) 

1, ll-yyf/y-4- (:i-tKP*->7j-;P7 5 
J) [5, 4-b] tf!J i>>-5-*y^>^ 

5 K 

[ft 5 9 ] 

OH 




k N^N 

CH 3 

[0155] TLC:Rf 0.27 (ypp */y^ : y 9 
y — 10: l ) : 

NMR (DMSO-cB) : 5 10.91 (s, 1H) , 9.43 (s, 1 



(29) 



mm 2002-20386 



H), 8.72 (s, 1H), 8.20 (br. s, 1H), 7.54 (br. s, 1 
II), 7.09 (l, .1 = 7.8 11/,, III), 6.55-6.45 (m, 311), 3. 
87 (s, 3H), 1.70 (s, 3H) 3 
[0 15 6] %mmi (4 0) 
1- (4-^f/V7i-/V) -'d-tf-jV-A- (3- 

/ Y^r-yy^=-/vT $. y) t'r/p [5, 4-b] fc c y 

v?>--5-^/V-*>f-5 K 
[ft 6 0] 



^CH 3 




[0157] TLC:Rf 0. 60 (^PP*/VA : * 9 
J - -/P= 9:1); 

NMR (DMSO-cB) : 5 10.91 (s, 1H), 8.79 (s, 1 
H), 8.26 (brs, 1H), 8. 03 (d, J = 8. 1 Hz, 2H), 7.66 
(brs, 111), 7.31 (d, J =8.1 llz, 211), 7.21 (t, .) = 
8. 4 Hz, 1H), 6.75-6.67 (m, 3H) , 3.71 (s, 3H), 2.35 

(s, 3H), 1. 79 (s, 3H)„ 

[0158] MMM 1 (41) 

l-^f/l-4- (3-y 5 J ) tf7 

y"p [5, 4-b] fiJy>-5-**«f ; K 
lit 6 1 ] 



.CH 3 




CH 3 

[ 0 1 5 9 ] T L C : R f 0. 31 (Sg^c^/V) : 
NMR (DMSO-iB) : 6 11.19 (s, 1H) , 8.72 (s, 1 
H), 8.14 (br. s, 1H), 7.46 (br. s, 1H) , 7.38 (t, J = 

7. 5 Hz, 1H), 7.00-6.85 (m, 3H) , 6.67 (s, 1H),3. 89 

(s, 311), 3. 75 (s, 311) o 

[0160] mm i (42) 

1- (3-^ V^ti/V -S-^=f-;P-4- (3 

-/^->7i^r^) tyy'a [5, 4-b] tf 

[ft 6 2] 



O HN 





[ 0 1 6 1 ] T L C : R 1 0. 36 (7 p p jfcA-A : 7< ? 
;—;V= 9:1): 

NMR (DMS0-d6) : 6 10.92 (s, III), 8.82 (s, 1 
H), 8.35-8.20 (brs, 1H) , 7. 82-7. 79 (m, 2H) , 7.73-7. 
60 (brs, 1H), 7.42 (t, J = 8. 1 Hz, 1H) , 7. 22 (t, J 
= 8.1 Hz, 1H), 6.89- 6.85 (m, 1H) , 6.75-6.68 (m, 3 
II), 3.82 (s, 311), 3.71 (s, 311), 1.80 (s, 311) 0 

[0162] %HeM 1 (43) 

1- (4-A Y^r'sy ^.~)V) -'A-/=f-/V-4- (3 

I^->7x-*r?7) t'yV'u [5, 4-b] t" 
y S>>-5-;^W-p>+^ K 

[ft 6 3] 



✓CH 3 



H 2 N 




[ 0 1 6 3 ] T L C : R f 0.46 (7pp */l/A : ;* ? 
/— />= 9:1): 

NMR (DMSO-tfi) : 5 10.93 (s, 1H) , 8.78 (s, 1 
H), 8.30-8.20 (brs, 1H) , 8. 00 (d, J = 9. 0 Hz, 2H), 
7.67-7.58 (brs, 1H) , 7.22 (t, J = 8. 1 Hz, 1H) , 7.0 
8 (d, J = 9. 0 llz, 211) , 6. 75-6. 67 (m, 311) , 3. 80 (s, 
3H), 3. 71 (s, 3H), 1. 79 (s, 3H)„ 
[0164] 'MMM 1 (44) 
1- (3-^f;l/7i^) -3-^f/l/-4- (3- 
^ ]^->7x-/V7^7) t 0 7 7'P [5, 4-b] fc°y 

[ft6 4] 



(30) 



mm 2002-20386 



0 .CH 3 




[0165] T L C : R I 0. 15(^ P P */l-i=> : ^ ^ 
7— /V= 9:1); 

NMR (DMSO-tfi) : 6 10.92 (s, III), 8.81 (s, 1 
H) , 8.26 (brs, 1H) , 8. 00-7. 95 (m, 2H) , 7.67 (brs, 1 
H) , 7.40 (t, J =7.8 Hz, 1H) , 7.21 (t, J=7. 8 Hz, 1 
H), 7.12 (d, J =7. 8Hz, 1H) , 6.80-6.65 (m, 3H) , 3.71 
(s, 311), 2.39 (s, 311), 1.80 (s, 311) = 
[0166] X-MiM 1 (45) 
l-^f/l'-S-^nKyf*^- (3-7* h^y 

7x-^r?;) t^y'p [5, 4-b] tfUv^-s 

[ft 6 5 ] 




[0167] TLC:RI 0.50 ( ; / a p*/^: / ? 
J —;V= 10: 1 ) : 

NMR (DMSO-cfi) : 5 10.82 (s, 111), 8.74 (s, 1 
H), 8.21 (bs, 1H), 7. 56 (bs, 1H) , 7.17 (d, J = 8. 1 
Hz, 1H), 6.70-6.61 (m, 2H) , 6.56 (d, J = 8. 1Hz, 1 
H), 3.91 (s, 3H), 3.69 (s, 3H) , 2.25-2.10 (m, 1H), 

1.65-1. 43 (m, 6H), 1.35-1.15 (m, 2H) 0 

[0 16 8] %mmi (4 6) 

1- (2-^Pti7i^;l') -3--/i~>V-4- (3- 
/ Y-^'yy i^^-jVT X J) t"7/B [5, 4-b] fcf!J 

[ft 6 6] 




[ 0 1 6 9 ] T L C : R I 0. 48 ( — ^ri^ ^ : ffigt^f- 
;V = 1 : 3) ; 

NMR (D\1S0-cR) : 6 10.93 (br, 111), 8.67 (s, 1 
H), 8.23 (br, 1H) , 7. 70 (dd, J = 7. 7, 1.8 Hz, 1H) , 
7.66-7.49 (in, 4H) , 7.25 (dd, J = 7. 7, 7.7 Hz, 1H) , 

6.78-6.67 (m, 3H) , 3.72 (s, 3H) , 1.78 (s, 3H)„ 

[0170] %mM 1 (47) 
1- (3-)n?7i = ^) -3-^/1"- 4- (3- 
^ h^->7i^/V75y) t°-7V"P [5, 4-b] t°y 
v->-5-7J;U*'^f-^ K 

lite 7] 




[0171] TLC:Rf 0. 50 (^^y : ftfft^f- 
/V= 1 : 1 ) ; 

NMR (DMSO-cfi) : 6 10.95 (br, 111), 8.84 (s, 1 
H), 8.39 (dd, J = 2.0, 2.0 Hz, 1H) , 8.28 (br, 1H) , 
8.22-8.18 (in, 1H), 7.70 (br, 1H) , 7.55 (dd, J = 8. 
1, 8.1 Hz, 111), 7.38-7.33 (m, 111), 7.22 (dd, J = 
8.0, 8.0 Hz, 1H),6. 79-6.68 (m, 3H) , 3.72 (s, 3H) , 
1.79 (s, 3H)„ 

[01 72] 'MMW 1 (48) 
1- (4-^P7i-»V) -3-^f/W4- (3- 
^ h^7i-/VT?7) t°5?/p [5, 4-b] fc c y 

[ft6 8] 



(31) 



mm 2002-20386 



„CH 3 



O HN 




r CH 3 




[0 17 3] TIC :R f 0. 38 (^drf-V : 
rV= 1:1); 

NV1R (DMSO-cfi) : 6 10.94 (br, 111), 8.81 (s, 1 
H) , 8.29 (br, 1H), 8. 26 (d, J = 9. 0 Hz, 2H) , 7.69 
(br, 1H), 7.58 (d, J = 9.0 Hz, 2H) , 7.22 (dd, J = 
8.1, 8.1 Hz, 111), 6.77-6.67 (m, 311), 3.71 (s, 311), 
1. 79 (s, 3H)„ 

[0 17 4] MfU (4 9) 

l-rnfvV-3-^=3vV-4- (3-7 ^y7i-^ 
757) [5, 4-b] t°y vV-S-^tf:' 

lit 6 9 ] 




h s n\ J Y < n 



^— CH 3 

[0175] T L C : R f 0. 51 (^nn^ /VA : 7 ? 
7 —;V= 9:1); 

NMR (DMSO-cfi) : 6 10.93 (s, 111), 8.71 (s, 1 
H) , 8.22-8.15 (brs, 1H) , 7. 60-7. 50 (brs, 1H) , 7.20 
(dd, J = 8. 7, 7. 8 Hz, 1H), 6.70-6.67 (in, 2H) , 6. 63 
(d, J = 8. 7 11/,, 111), 4.31 (q, J = 7. 2 II/,, 211), 3.7 
0 (s, 3H), 1.69(s, 3H), 1.35 (t, J = 7. 2 Hz, 1H)„ 
[0176] 1 (50) 

1- (2-^f*7i-;l') -3-7fvV-4- (3- 

7 h*i'7^~/\'T 5 7) t^y'p [5, 4-b] fc°y 

[ft 7 0] 



O HN 




N N ' CH, 




[0177] T L C : R I 0. 45 P p 4vW^ : 7 ^ 
;—;V= 9:1): 

NMR (DMSO-cK) : 6 10.95 (s, 111), 8.67 (s, 1 
H), 8.21 (brs, 1H) , 7. 59 (brs, 1H) , 7. 45-7. 30 (m, 4 
H), 7.24 (t, J=8. 1 Hz, 1H), 6.80-6.60 (m, 3H) , 3. 72 
(s, 3H), 2.05 (s, 3H), 1.78 (s, 3H)„ 

[0178] %mm i (so 

l->^n^f*-3-^f/W4- (3-7 V**/ 
7i=*T;/) t°7yn [5, 4-b] ty-^^-5 

Ht7l] 




[017 9] TLC : R I 0. 35 (7 p p TjvIxA : 7 ^ 
/— /V= 10: 1 ) : 

NMR (DMSO-cfi) : 6 10.91 (s, 111), 8.70 (s, 1 
H), 8.18 (br. s, 1H), 7.54 (br. s, 1H) , 7.19 (t, J = 

8. 4 Hz, 1H), 6.75-6.60 (m, 3H) , 5.23 (quintet, J 
= 7.4 Hz, 1H), 3.70 (s, 3H) , 2.10-1.75 (m, 6H) , 1. 
70 (s, 3H), 1.75-1.60 (m, 2H)„ 

[0180] %mm 1 (52) 

1 -^^/u-H-7^/v-4- (3-7 Y^ciyy x.^-A' 

r^y) t^y'o [5, 4-b] t°y 

[ft7 2] 



(32) 



mm 2002-20386 



CH, 



O HN 




-CH 3 



[0181] T L C : R I 0. 40 ( ^ P P : /> ^ 

7— /V= 9:1): 

NMR (DMSO-tfi) : 6 10.94 (s, 1H), 8.71 (s, 1 
H) , 8.19 (brs, 1H), 7. 55 (brs, 1H) , 7.23-7.17 (m, 1 
H) , 6.73-6.60 (m, 3H) , 4.28 (t, J = 7. 0 Hz, 2H) , 
3.69 (s, 3H), 1.77 (quint. , J = 7. 0Hz, 2H) , 1.68 

(s, 311), 1.20 (tq, .1= 7.0, 7.5 II/., 211), 0.8 7 (t, 
J = 7. 5 Hz, 3H), 
[0182] £J&fri| 1 (53) 

1--/Btf/W3-^f;>-4- (3-t* hdr->-7-ii^ 

/vr?y) [5, 4-b] h = y v^-s-^/v 

[ft 7 3] 




k N^V 



CH 3 



[0183] TLC:Rf 0.40(-?nn^/UA : / ? 
/ — /V= 9:1); 

NMR (DMSO-cfi) : 6 10.94 (s, 111), 8.71 (s, 1 
H), 8.18 (brs, 1H), 7. 55 (brs, 1H) , 7.23-7.17 (m, 1 
H) , 6.71-6.62 (m, 3H) , 4.23 (tq, J = 6. 6 Hz, 2H) , 
3.69 (a, 311), 1.80 (l, .1 = 6.6, 7. 2 II/,, 211), 1.69 

(a, 3H), 0.81 (t,J = 7.2 Hz, 3H)„ 
[0184] 1 (54) 

1-/^/^-3-/^/^-4- (3- (/ Y3ri/jl/V7]% 

-/vr^y) 71^7 5/ ) fc^Vn [5, 4-b] 
t c y v 5 5 ;vt\\ % k 

[ft? 4] 



O HN 




,CH 3 



1 1 f h3 H 

H2N 'TT i N 



CH 3 

[ 0 1 8 5 ] T L C : R 1 0. -11 (y P a : y ^ 



/ —;V= 10: 1 ) : 

NMR (DMS0-(B) : 6 10.99 (s, 111), 9.62 (s, 1 
H), 8.73 (s, 1H), 8.21 (br, 1H) , 7.56 (br, 1H) , ' 
23-7.19 (m, 3H), 6.75-6.71 (m, 1H) , 3.87 (s, 3H) , 
3.61 (s, 3H), 1.67 (s, 3H) n 

[0186] 1 (55) 

l-v'^p-^dfv'/V-S-y =f-/V-4- (3-y b^v" 
7i^75/) t°7V"n [5, 4-b] 
/Utflc-y- X K 

[ft 7 5] 




[0187] T 1 C : R f 0. 50 P P 7^^i> : y # 
9:1); 

NMR (CDC 13) : 6 10.54 (s, 1H), 8.51 (s, 1H), 
7.22-7.15 (m, 1H), 6.73-6.66 (m, 3H) , 5.90-5.70 (b 
rs, 2H), 4.78-4.68 (m, 1H), 3.76 (s, 3H) , 2.05-1.8 
5 (in, 6H), 1.80 (s, 3H) , 1.75-1.20 (m, 4H)„ 

[0188] 'MMM 1 (56) 

I - (2-/ bdf->7^-/V) -3-/^/^-4- (3 
F^y7xr-^T?/) tfy/p [5, 4-b] fc? 

[ft7 6] 



O HN 




" \ ,°- CH 3 




[OI89] TI.C : R f 0. 52 ({"Pn fo/VJ* : y ^ 
7 - 9:1); 

NMR (DMSO-cB) : 6 10.87 (s, 1H) , 8.63 (s, 1 
II), 8.25-8.15 (brs, 1 1I) , 7. 62-7. 53 (brs, 111), 7.52- 
7.46 (m, 1H), 7.38-7.34 (m, 1H) , 7.27-7.21 (m, 2 
H), 7.10-7.05 (m, 1H), 6.74-6.66 (m, 3H) , 3.73 (s, 
311) , 3. 70 (a, 311) ,1.77 (s, 311) c 

[0190] m&m i (57) 



(33) 



mm 2002-20386 



%/) [5, 4-b] t c y i?^-5-jJ/V7]*3r 

[ft? 7] 



O HN 




CH 3 

[0191] TIC :R f 0.31 (^no : 7! ? 

J ~-/V= 10: 1 ) : 

NV1R (DMSO-cB) : 6 11.07 (s, 111), 8.76 (a, 1 
H) , 8.23 (br, 1H), 7. 94 (s, 1H), 7.63-7.56 (m, 3H) , 

7.39 (dd, J = 7. 8, 7.8 Hz, 1H), 7.35 (s, 1H), 7.2 
7-7.23 (ra, III), 3.88 (a, 311), 1.59 (a, 311) 0 

[0192] 3?JfeM 1 (58) 
1, 3-v ? ^^/V-4- (3- (r;;A/W^/V) 
7x.~;VT%J) t'-;/n [5, 4-b] t"U^V-5 

[ft 7 8] 



*NH, 



O HN 




H = N Wn 



CH 3 

[0193] T L C : R f 0. 67 (^nn^ iVls : } ¥ 
J —;V= 5:1); 

NMR (DMSO-cfi) : 6 11.05 (s, 111), 9.73 (a, 1 
H), 8.76 (s, 1H), 8.23 (br, 1H) , 7.58-7.51 (m, 3 
H) , 7.39 (dd, J = 7. 8, 7. 8 Hz, 1H) , 7.27-7.23 (m, 
111), 4.75-4.35 (m, 211), 3.88 (s, 311), 1.58 (s, 3 

H), 

[0194] 1 (59) 

1, 3-v?;* i 3vI'-4- (3- b^v-pi bdfvO 7 
x^/V7?y) h7/P [5, 4-b] h°!)i>>-5- 

[ft 7 9] 



H 2 N 




CH 3 



CH 3 



NMR (DMSO-cB) : 6 10.97 (s, 1H) , 8.73 (s, 1 
11), 8.20 (brs, 111), 7. 55(brs, 111), 7.24-7.18 (m, 1 
H), 6.80-6.68 (m, 3H) , 5.12 (s, 2H) , 3.88 (s, 3H) , 
3.31 (s, 3H), 1.69 (s, 3H)„ 
[0196] 'MM$\ 1 (60) 
1, 3-v : 7i^/V-4- (3- ( (tF'P^WU) 
^=f-/V) 7xr-/Pr?7) tfyy'p [5, 4-b] tf !) 

[ft 8 0] 



O HN' 



CH 3 

[0197] TLC:Rf 0. 47 {if P P /jvVA : 7< ? 
J--A/= 8:1); 

NMR (DMSO-cB) : 6 11.23 (s, 1H) , 11.00 (s, 1 
H), 8.75 (s, 1H), 8. 22 (br, 1H) , 8.07 (s, 1H) , 7.57 

(br, 1H), 7.37-7.28 (m, 3H) , 7.14-7.09 (m, 1H), 3. 
88 (s, 3H), 1.66 (s, 3H) „ 

[01 98] %WLm 1 (61) 

1, S-i?^f-/V-4- (3- ( (pi h^fW?/) P« 
fvu) 7i-;l-75y) [5, 4-b] t° U 

[ft 8 1 ] 



O HN 



CH, 



'CH, 



CH 3 



[ 0 1 9 9 ] T L C : R f 0. 57 {if P P : 7< ? 

/ — /U-= 8 : 1) ; 

NMR (DMSO-cK) : 6 11.01 (s, 111), 8.75 (a, 1 
H), 8.21 (br, 1H), 8. 17 (s, 1H) , 7.57 (br, 1H) , 7.3 
8-7.31 (m, 3H), 7.16-7.11 (m, 1H) , 3.88 (s, 3H), 
3.84 (a, 311), 1.65 (s, 311) c 
[0 2 0 0] "MMW 1 (62) 
1, 3-vM:f-/V-4- (3- ( (T^y-f?;) ^ 
/U) 7i^rU) t°7/0 [5, 4-b] t^yy 

[ft8 2] 



O HN 



NH, 



H S N 




CH, 



CH 3 



[0195] TLC:RI 0. 50 (fti^fvi/) 



[0201] TLC : R I 0. 47 (^ P D : 7! ? 



(34) 



mm 2002-20386 



J —;V= 8:1); 

NMR (DMS0-(B) : 6 10.99 (s, III), 8.74 (s, 1 
H) , 8.20 (br, 1H), 7. 60 (s, 1H) , 7.56 (br, 1H) , 7.3 
0-7.16 (m, 3H), 6.99-6.96 (m, 1H) , 6.77 (s, 2H), 
3.88 (s, 3H), 1.64 (s, 3H)„ 

[0 2 0 2] 35JfeM 1 (63) 
1, 3-v^^/V-4- (3-yT/7i-'/vr?/) 
t7V"n [5, 4-b] tfU v?y-5-*/W^df-!J-^ K 

[ft 8 3 ] 



H,N 



[0203] T L C : R f 




CN 



CH 3 

0.38 (ft^^^/i.) 



NV1R (DMSO-cB) : 6 10.83 (s, 111), 8.76 (s, 1 
H) , 8.23 (br, 1H), 7. 60 (br, 1H), 7.56-7.44 (m, 3 
H), 7.41-7.36 (m, 1H), 3.91 (s, 3H) , 1.72 (s, 3 

H) s, 

[0 2 0 4] m&m 1 (64) 
1, 3-v f ^9 L />-4- (3- ( (3S) -1-t-y 
hdfv-^/V/J?— /Vt"n U i/y-3-^/l-7(-^'>) 7:= — 
/l-T;/) t"5/P [5, 4-b] try v f V-5-#/l' 

[ft 8 4 ] 



H 3 C CH 3 
O Y-CH, 



O HN' 




CH 3 

[0 2 0 5] TLC : Rf 0. 35 P P /Jv/VA : t< # 
7 - -/U-= 9:1); 

NMR (CDC13) : 6 10.59 (s, 1H) , 8.54 (s, 1H), 
7.20-7.15 (m, 1H), 6.78-6.63 (m, 3H) , 6.00-5.70 (b 
rs, 211), 4.85-4.79 (m, 111), 4.00 (s, 311), 3.60-3.4 
0 (m, 4H), 2.20- 2.00 (m, 2H) , 1.78 (s, 3H) , 1.46 

(s, 9H)„ 

[0 2 0 6] mi&M 1 (65) 

1, 3-v^:f/U-4- (3- ( (3S) -\-7 J Z=f- 

/Hfp y v?y-3 -^/V^-^v-) 7i=;V7?y) t'5 
y P [ 5 , 4 - b ] t'ljy -y- 5 A-^df -y- 5 K 
[ft 8 5 ] 



O HN 




CH 3 

[0 2 0 7 ] TLC:RI 0.26 ( ; /on -fcjVJ* : t< ? 
;—/V= 9:1); 

NMR (CDC 13) : 5 10.61, 10.58 (s, 1H) , 8.56, 
8.55 (s, 111), 7.23-7.15 (m, 111), 6.80-6.70 (m, 1 
H), 6.65-6.61 (m, 2H), 6.00-5.80 (br, 2H), 4.95-4. 
82 (m, 1H), 4.00 (s, 3H), 3.80-3.50 (m, 4H), 2.32- 
1.95 (m, 211), 2.08, 2.04 (s, 311), 1.79, 1.78 (s, 3 
H) a 

[0 2 0 8] 1 (66) 

i -^y^/u-a-t f/i^4- (3-^ Y^-yy^^- 

/V7S.J) [5, 4-b] t = y 

[ft 8 6] 




[0 2 0 9] TLC : Rf 0. 46 i^^y : ftfft^f- 
/V= 2:3); 

NMR (DMSO-cK) : 6 10.92 (s, 111), 8.70 (a, 1 
H), 8.18 (br, 1H), 7. 54 (br, 1H), 7.23-7.17 (m, 1 
H), 6.71-6.67 (m, 2H), 6.65-6.61 (m, 1H) , 4. 26 (t, 
J = 7. 2 11/, 211), 3.69 (s, 311), 1.84-1.73 (m, 211), 
1.69 (s, 3H), 1.36-1. 13 (m, 4H) , 0.82 (t, J = 7. 1 
Hz, 3H) 0 

[0210] ^itM 1 (67) 
1 -v-^ p ^'P bVV^ 3 -t« ^JV-A- ( 3 
h^->7i=;V7?y) t 3 5:/p [5, 4-b] tli^ 

[ft 8 7] 



(35) 



mm 2002-20386 




O HN ( n 

[0211] TLC:RI 0. 44 (7 P P : 7! ^ 

/V= 10: 1) ; 
NMR (DMSO-cB) : 6 11.25 (bs, 1H) , 8.75 (s, 1 
11), 8.30 (bs, 111), 7.64(bs, 111), 7.25 (t. J = 7. 8 
Hz, 1H), 6.84-6.66 (m, 3H) , 4.20 (d, J = 7. 2Hz, 2 
H), 3.72 (s, 3H), 1.68 (s, 3H) , 1.35-1.20 (m, 1H), 

0. 56-0. 36 (m, 411) 3 

[0212] %MM 1 (68) 
1 ^ P 7"P f A'^ f /V- 3 -xf /!/- 4 - (3-/ 

h*is7*^ fVTXJ) fr/p [5, 4-b] tTUv"' 
>--5-.*/W^^rf-5 K 

[ft 8 8] 




O HN' CH 

[0213] TLC:RI 0. 45 (7 p p *;l-A : > 7 
j—iV= 10: 1) : 

NMR (DMSO-do) : 6 10.87 (s, 1H) , 8.72 (s, 1 
11), 8.20 (bs, 111), 7.57(bs, 111), 7.19 (t, J = 8. 1 
Hz, 1H), 6.74-6.56 (m, 3H) , 4.19 (d, J = 7. 2Hz, 2 
H), 3.70 (s, 3H), 2.01 (q, J = 7.5 Hz, 2H) , 1.35- 
1.20 (m, 111), 0.94(1, J = 7. 5 II/,, 311), 0.54-0.35 
(m, 4H) , ; , 

[0214] 'MMM 1 (69) 
1, 3-^/ ^-^-4- (3- ( (3S) -1-* is/Is 

p [5, 4-b] t"!)v ! y-5-*;i'/J^f-;F 
[ft S 9] 




H,N 



[0215] TLC:RI 0.31 (^pp : 7< ^ 



7 —)V= 9:1): 

NMR (DMSO-cB) : 6 10.93 (s, 111), 8.73 (s, 1 
H), 8.25-8.15 (brs, 1H) , 7. 60-7. 45 (brs, 1H) , 7.21 
(t, J = 9.0 Hz, 1H), 6.73-6.65 (m, 3H) , 5.04-4.99 
(m, 1H), 3.87 (s, 3H) , 3.52 (dd, J = 11.7, 4.2 Hz, 

1H), 3. 40-3. 25 m, 3H) , 2.85 (s, 3H) , 2.22-2.00 
(m, 2H), 1.68 (s, 3H)„ 

[0216] %M^\ 2 

1, 7^/^-4- (N-^fvP-N- {3-/ h 

^•yy^=-fV) 757) t J y:/n [5, 4-b] t^y 

[ft9 0] 



H,C 




CH 3 

[0217] ^ii^ 1 -esaii bfcft-g* doomg) 

»M b fczL y (1 0 m L) -MAT± h — h U A' ( 5 
mL) T/v^yf!y.^mTO'-XjX\ Stftftt (1 

12mg) J3 £t>*H ^ft^tfvl" (5 6 8mg) SriDx., 

■sai-ei 5 n*i8!8t«! ut, m:^m^y4 hxzm 

n?K57^- P p /Jn/V^ : 7 7 J —}V= 5 0 : 

l) -OfftRU Tffi*rt4fitS:fi-t S^Wt-g-fe (9 8 
mg) &#fc„ 

TLC:Rf 0. 36 (7 P P "Jv/VA : 7 ? / — >V= 9 : 

1 ) ; 

NMR (DMS0-(B) : 5 8.64 (s, 1H) , 7.62 (brs, 1 
H), 7.43 (brs, 1H), 7.03 (t, J = 8. 1 Hz, 1H) , 6.37 
-6.33 (m, 111), 6.17-6.10 (m, 211), 3.96 (s, 311), 3. 
64 (s, 3H), 3.27 (s, 3H) , 2.02 (s, 3H) C 

[0218] %mm 3 

1, 3-'y (3- ( (3S) -fpilyk 
-3--i /vir^~y) [5, 4 

-b] t° -ji 1)- ? k 
[ft 9 1 ] 



O HN 




CH 3 

[0219] £MM 1 (64) -Ctag Ltc{k&® ( 3 O 
Omg) (1 OmL) -7- 7 7 — /V (1 0 

mL) ^ffcCl 1 0%J^ftzk#7 7 /— M&ifc (3mL) 



(36) 



mm 2002-20386 



£Jq>tT£fiTl S^fflJftfUt, SJSS-&#)4r«ffT H), 8.23-8.12 (brs, 1H) , 7. 63-7. 45 (brs, 1H), 7. 21- 

mmvftt, mm^mumt^hv ^j^MWm'c pn \ 1 7.15 ( m , no, 6.70-6.60 (m, mo, 4.80-4. 75 (m, 1 
i^sti, mm^i-^WMLft,, m^m^mmi^m-r m, 3.87 ( s> 3H), 3.31 (brs, m), 2.98-2.63 (m, 4 

MJ iy^MWm-V'^fr^, SMil^^v/^Attei H), i. 98-1. 82 (m, 1H), 1.70-1.60 (m, 1H) , 1.67 (s, 

fJL fcfcffTffiffiU T£»t£fite^4#5SWfls-&» 3H)„ 

( 1 2 5 m g ) ^tW^ [0 2 2 0] 

T L C : R f 0. 36 n P ^/VA : ^ ^ 7 -yV : mm IWfflM] MMM 1 

= 10:2: l) ; HT'»M5>S:ti£(a f J ffil^Lfcf fTSELt, -12+ 

NMR (DMSO-cfi) : 6 10.93 (s, 1H), 8.73 (s, 1 in 5 0 m g »?S'l4^>*^1'^^/flJ 1 0 0£i£r^fc c 

• 1, 3-v^^/t--4- (3-p< b^fi/7:c^/PT^ 7) t"=yt2 [5, 4- 
b] b 0 U v?>--5-*/V^dff-5 K 5. Og 

• #/WK=3f v-^ f/Vtyl'P -XA/Vy^A Owl^l) 0. 2 g 

• xrr y y^r? y^i/ijK (mmi) o. 1 K 

• -KSftrtr/t-P-X 4. 7g 

[0221] mmm 2 u 1 r yy/u^p 2 0 m g o^ttfig^sr-a-^-rs 

• 1, 3-v ? ^=?-/V-4- (3-^ h^fv-Vi^/l^T? 7) fy/n [5. 4- 

b ] tf y 5 ^/j^-y- 5 K 2. 0 g 

. vys 20 g 

•#i^7k ••••1000ml 



(51)Tnl.Cl.' mm%- FT T-?3-K'(##) 

A 6 1 P 3/10 A 6 1 P 3/10 

9/10 9/10 

11/00 11/00 

11/06 11/06 

13/12 13/12 

1 7/00 1 7/00 

17/06 17/06 

19/10 19/10 

25/16 25/16 

25/24 25/24 

25/28 25/28 

27/16 27/16 

29/00 29/00 

10 1 10 1 

31/04 31/04 

35/02 35/02 

37/00 37/00 

37/08 37/08 

43/00 1 1 1 43/00 111 
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F 9 — i\ (#%) 4C065 AA01 AA04 BB05 CC02 CG03 
CC04 CC05 CC09 DD03 EF.02 
HH08 JJ06 KK02 KK09 PP06 
PP07 PP08 PP09 PP10 PPli 
PP12 PP13 
4C086 AA03 CB05 NAM ZA02 ZA33 
ZA34 ZA36 ZA59 ZA66 ZA70 
ZA75 ZA81 ZA89 ZA97 ZI507 
ZB13 ZB15 ZB27 ZB35 ZC20 
ZC35 



